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Solid-phase synthesis
• The solid-phase synthesis of aza-peptides has been accomplished by using Fmoc/t-
butyl chemistry, and the use of reversible amide bond protection to eliminate
hydantoin production (Liley and Johnson, Tetrahedron Lett., 2000, 41(20), 3983-
3985).
• A safety-catch backbone amide protection system has been developed to suppress
interchain aggregation during solid-phase peptide synthesis (Howe et al.,
Tetrahedron Lett., 2000, 41(20), 3997-4001).
• The solid-phase synthesis of amide and ester derivatives of glutamic acid by the
chemoselective ring-opening of N-boc pyroglutamic-Wang resin by
heteronucleophiles has been described (de Blas et al., Tetrahedron Lett., 2000,
41(23), 4567-4571).
• 4-Aryl-1,4-dihydropyridines have been prepared on solid-phase via the Hantzsch
three component condensation, and the method has been used for the preparation
of a 272 compound library (Breitenbucher and Figliozzi, Tetrahedron Lett., 2000,
41(22), 4311-4315).
• A new asymmetrically-protected phosphoramidite used as a phosphorylation
reagent for the solid-phase synthesis of phosphonopeptides has been developed
(Kupihár et al., Tetrahedron Lett., 2000, 41(22), 4457-4461).
• The solid-phase synthesis of a 14-membered macro-heterocycle has been
developed suitable for the combinatorial synthesis of a library of these compounds
(Ramaseshan et al., Tetrahedron Lett., 2000, 41(24), 4743-4749).
• An efficient method for the preparation of 2,3-dikeotpiperazines from reduced
polyamides has been described (Nefzi et al., Tetrahedron, 2000, 56(21), 3319-
3326).
• Reaction conditions have been optimised for the nickel-catalysed solution- and
solid-phase cross coupling of ortho-substituted aryl iodides and nonaflates (Jensen
et al., Tetrahedron, 2000, 56(25), 4197-4201).
Linkers
• An efficient method for the cleavage of solid-phase bound triazenes with
trichlorosilane has been reported, presenting a new method for the traceless
generation of arenes (Lormann et al., Tetrahedron Lett., 2000, 41(20), 3813-
3816).
• A novel 4,5-dibromoocane-1,8-diol linker has been used in the solid-phase
synthesis of oligosaccharides using the electrophilic activation of thioethyl
glycoside building blocks (Melean et al., Tetrahedron Lett., 2000, 41(22), 4329-
4333).
Solid-phase reagents
• A new N-hydroxysuccinimidyl resin has been synthesised and N-acylated to
generate amide products in high yields and excellent purities (Shao et al,
Tetrahedron Lett., 2000, 41(22), 4257-4260).
• Polymerisation of fluorinated styrene derivatives has been used to prepared stable
and lipophilic Merrifield-type resins with perfluorinated backbones (Liu et al.,
Tetrahedron Lett., 2000, 41(22), 4493-4497).
• A new Nafion resin sulphonamide system has been prepared and used in the
synthesis of very pure tertiary amine products (Akhtar et al., Tetrahedron Lett.,
2000, 41(22), 4487-4491).
• Enantiomeric BINOL has been attached to aminomethylated polystyrene resin and
used as a chiral ligand in the titanium-catalysed enantioselective addition of zinc
reagents to aldehydes (Yang et al., Tetrahedron, 2000, 56(22), 3511-3516).
• Solid-phase peptide synthesis has been optimised by the use of 1,4-butanediol
dimethacrylate cross-linked polystyrene resin (Tetrahedron, 2000, 56(23), 3725-
3734).
Solution-phase synthesis
• Solution phase synthesis has been employed in the preparation of a 150-member
nucleotide library (Zhou et al., Bioorg. & Med. Chem. Lett., 2000, 10(11), 1249-
1252).
Library applications
• A series of 5-(3-indolyl)oxazoles have been prepared by solid-phase synthesis and
used in the search for compounds that inhibit lipid peroxidation (Nishida et al.,
Tetrahedron Lett., 2000, 41(24), 4791-4794).
• A synthetic receptor motif constructed from cycloalkyl-1,2-trans-diamines
alternating with cycloalkyl-1,2-trans-dicarboxylic acids has been used to recognise
extended peptide conformations from a combinatorial library (Ryan et al.,
Tetrahedron, 2000, 56(21), 3309-3318).
• A compound library of novel N-(7-indolyl)benzenesulphonamides has been used in
the discovery of potent cell cycle inhibitors (Owa et al., Bioorg. & Med. Chem.
Lett., 2000, 10(11), 1223-1226).
• Derivatives of muramyl dipeptide, the minimum immunologically recognisable
structure of the Gram-positive bacterial cell wall, have been prepared using a
Multipin method (Liu et al., Bioorg. & Med. Chem. Lett., 2000, 10(12), 1361-
1363).
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